wo 2004/030668 



PCT/EP2003/010824 



17 



CLAIMS 



10 



15 



20 



25 



1. 4-aininopiperidine compound of formula I, including a pharmaceutlcally 
acceptable salt thereof, 



wherein R^, R^, R^, R^ independently are selected from hydrogen, fluorine, chlorine, 
methyl and trifluoromethyl, with the proviso that if R^. R^ and R^ are hydrogen, then 
R^ is not hydrogen or halogen. 

2. A 4-aminopiperidine compound according to claim 1 wherein R^ is 
hydrogen, fluorine or methyl; and R* Is hydrogen, fluorine, chlorine or trifluoromethyl. 

3. A 4-aminopiperldine compoimd according to claim 1 wherein R^ is 
hydrogen, fluorine or chlorine; r2 is hydrogen, fluorine or methyl; R^ is hydrogen, 
fluorine, chlorine or methyl; and R"^ Is hydrogen, fluorine or chlorine. 

4. A 4-aminopiperidine compound according to claim 1 wherein R^ is hydrogen 
or fluorine; R^ is hydrogen or fluorine; R^ is fluorine or methyl; and R* is hydrogen, 

5. A 4-aminopiperidine compound according to claim 1 selected from the 
group consisting of N-(4-methylben2yl)-N-phenyl-4-piperidinamine; N-(4-fluorobenzyl)- 
N-(3-fluorophenyl)-4-piperidinamine; N-(3-fluorophenyl)-N-(4-methylbenzyl)-4- 
piperidinamine; N-(4-fluorobenzyl)-N-(4-fluorophenyl)-4-piperidinamine; N-(4- 
fluorophenyl)-N-(4-methylbenzyl)-4-piperidinamine or pharmaceutically acceptable 
salts thereof. 

6. N-(4-fluorobenzyl)-N-(3-fluorophenyl)-4-piperidinaraine or pharmaceutically 
acceptable salts thereof. 

7. N-(3-fluorophenyl)-N-(4-methylbenzyl)-4-piperidinamine or pharmaceutical^ 
acceptable salts thereof. 




(I) 
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8. A pharmaceutical composition comprising as active Ingredient a 
therapeutically effective amount of a compoimd according to any of claims 1 to 7 and 
a pharmaceutically acceptable adjuvant, diluent or carrier. 

5 9. A compound according to any of claims 1 to 7 for use as a medicine. 

10. Use of a compotmd according to any of claims 1 to 7 in the mantifacture of 
a medicament. 

10 11. Use of a compoimd according to any of claims 1 to 7 in the maniifacture of 

a medicament for the treatment of neurological diseases. 

12. Synthesis intermediate of formula n. 




wherein Rl, R?, r3^ r4 independent^ are selected from hydrogen, fluorine, chlorine, 
methyl and trinuoromethyl, with the proviso that, if Rl, r2 and R* are hydrogen, then 
r3 is not hydrogen or halogen; and P is an amine protecting group. 

20 

13. A synthesis intermediate according to claim 12 selected from the group 
consisting of tert-butyl 4-[3-fluoro(4-fluorobenzyl)anilino]-l-plpeildinecarboxylate; 
tert-butyl 4-{[3-(trifluoromethyl)benzyllanilino}-l-piperidinecarbo5Qrlate; tert-butyl 4- 
[(3-chlorobenzyl)anilino]-l-piperidinecarboxylate; tert-butyl 4-[(3.4- 
25 difluorobenzyl)anlllnol-l-piperidinecarboxylate; tert-butyl 4-1(3,4- 
dichloroben2yl)anilino]- 1 -piperidinecarboxylate; 

tert-butyl 4-l(4-methylbenzyl)aiiilinol-l-piperldinecarboxylate; tert-butyl 4-{l4- 
(trifluoromethyl)benzyl]anlllno}-l-piperidinecarboxylate; tert-butyl 4-[(3,4- 
difluorobenzyl)-3-fluoroanilino]-l-plperidinecarboxylate; tert-butyl 4-[(4-chlorobenzyl)- 
30 S-fluoroanillnol-l-piperidinecarboxjrlate; tert-butyl 4-I(3,4-dichloroben2yl)-3- 

fluoroanilino]-l-piperidinecarb03Qrlate; tert-butyl 4-I3-fluoro(4-methylbenzyl)anilino]-l'- 
piperidinecarbox/late; tert-butyl 4-{3-fluorol4-(trifluoromethyl)ben2yllanilino}-l- 
piperidinecarboxjrlate; tert-butyl 4-I(3-chlorobenzyl)-3-methylanilino]-l- 
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piperidinecarbo^late; tert-butyl 4-l(3,4-difluorobeii^l)-a-methylaiiiluiol-l- 
piperidinecarbo^Iate; tert-bulyl 4-((4-fluoroben^l)-3-methylaiiilino]-l- 
piperidinecarboxylate; tert-butyl 4-I(4-cWoroben^l)-3-methylaiiilinol-l- 
piperidinecarbo^late; tert-bulyl 4-l(3,4-dichlOToben2yl)-3-methylaiiato 
5 plperidinecarboxylate; tert-butyl 4-{3-methyl[4-(trifluoromethyl)benzyl]ajijaino}-l- 
piperidlnecarboxylate; tert-butyl 4-(ben2yl-4-fluoroanilino]-l-piperidinecarboJcylate; 
tert-bulyl 4-{4-fluoroI3-(trifluoromethyl)ben2yl]aiiillno}-l-piperidineca^ tert- 
butyl 4-[(3-cWorobeiizyl)-4-fluoroanilino]-l-piperidinecarboxylate; tert-butyl 4-[(3,4- 
difluorobeiizyl)-4-fluoroardlino]-l-pipeildinecarboxylate; tert-butyl 4-t4-fluoro(4- 

10 fluorobeii2yl)anilino]-l-piperidinecarboxylate; tert-butyl 4-[(4-chlorobenzyl)-4- 
fluoroanilinol-l-piperldinecarboxylate; tert-butyl 4-[(3,4-ciichlorobenzyl)-4- 
fluoroanilinoj-l-piperldlnecarboj^late; tert-butyl 4-[4-fluoro(4-methylben2yl)anilino]-l- 
piperidinecarbojgrlate; tert-butyl 4-{4-fluoro[4-(trifluoromethyl)benzyl]anllino}-l- 
piperidlnecarboxylate; tert-butyl 4-[4-chloro(4-fluorobenzyl)anilino]-l- 

15 plperldinecarboxylate; tert-butyl 4-[(3-chlorobenzyl)-4-methylanlIlno]-l- 

piperidinecarbo^late; tert-butyl 4-[(3,4-dlfluorobenzyl)-4-methylanllinol-l- 
piperldlnecarboxylate; tert-butyl 4-[(4-fluorobenzyl)-4-methylaiiillno]-l- 
pipexldinecarboxylate; tert-butyl 4-I(4-chlorobenzyl)-4-methylanllinoI-l- 
piperidinecarbosylate; tert-butyl 4-[(3.4-dlchloroben2yl)-4-methylanllino]-l- 

20 plperidinecarbo^late; tert-butyl 4-{4-methyl[4-(trlfluoroinethyl)benzylIanillno}-l- 
pipexldlnecarboxylate; tert-butyl 4-[(4-fluorobenzyl)-4-(trlfluoromethyl)anillnoI-l- 
plperidlnecarboxylate and tert-butyl 4-[(3-chloroben2yl)-3-fluoroanllinol-l- 
piperidinecarboxylate. 

25 14. Synthesis intermediate selected from the group consisting of tert-butyl 4- 

(3-fluoroanilino)-l -plperldinecarboxylate; tert-butyl 4-(3-toluidino)-l- 
piperidinecarboxylate; tert-butyl 4-(4-toluidino)-l-piperidinecarbo3qrlate. 



